©B*ffl!&i*^(jp) © n t$ tu m m 
© £r # I* £r c a) 267250 

®Int.CI.« KWUSS-# ffrtSSS-^ @^5fl PS^362^( 1987)11^190 

C 07 C 87/28 6785- 4 H 
A 61 K 31/135 A B Q 
31/165 SggjEglEft 5fcat3l f£gi3cDgfc 4 (£29K) 

®<W m BS62- 108720 
©tti RB PS62(1987)5^ 1 H 
flBfctt±3g ©1986^ 5^1B@-f+-''J^(GB )©8610668 
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K • ? d * 21 

©tts P A 7T>r -y-*- • * -x-y -f ^a-y^ h^N-y-^ k o -y f-, n^y'o 



HJ? ffl * 

1 . C IS W © * «0 

J5t 31 SIR #] 

2. C ©fSH 3 
(1) 5£ : 




C* + , R a *±, -NOjj, -NH 2 £ |r± -NHS0 2 R 1 
( tt-CR 1 (iC,-C 4 TA-Jf^St* J ) -ch 

i> ; 

R c H. -N0 2 , -NH 2 I^tt R 3 { C t 1*R J tt. 
-NHSO z (Cj - C 4 T ) Sfett -CONR 4 R 5 

( R'fcltfK'tt, *& * H *7tW: c,- c 4 

* m m m. t — *g , i - ^ * >j i> = a- s e y 
t**i]^iftttll->f*t'';7v?y- 

R a *s j: t> rV- ^t*s -«0 2 T*,4i?, #;£•«-. 



-NH 2 Ttt4( ; 

X(J, O, Si^fcW:if*6IS#T*i!J ; 

Ytt, $fe K!Jt ^ 

Rtt, C,-G 4 T* + >i?fc!l ; L T 

R 2 tt, H. ^n**y, CF 3 * 7t C 1 -C 4 T 

(2) 5£ : 




CS;^, R«itf R 1 f<±, =ft * »Hlilfc C,- C 4 t 
(2) 
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HIBfl G2-2B7250 (2) 



v « t *j ]3 ; 

7fe. j- ^ , h ij vyifcttf- b ? ^f-i/ 
^ « -t* *, j) ; 

R 2 it. H , ^-d^v, CF 3 4 ^-.M C 1 - C 4 r 
^ * » -p *> 5 ; ^: L T 

R 3 tt. 5£ : -NHS0 2 (Cj- C 4 7 a. * a- ) $itfo 
-CONR<R 5 ( i c -r R 4 X. XS- R S tt, 4 

h c,- c 4 ta-^a-^-c*, * i^ttcn 

p 'J i* = a- , t'-s"i) ***i)/t^ttN- 
^ n- fc° 7 >" - 1 -'(>*igbt)OST 
*> i> 3 

(3) R 1 TSs^^^SE-cft^, # jff SB ® *S EI 

2 «rre«cD-ft-a-teo 

(4) R^^^A-aEi^tt^^A-aE-cfcs, 4$§<p 

(5) RiMf # ifr sg # © ais H SC 4 

(3) 

CH 3 S0 2 MH-^^-(CH 2 ) 2 -N(CH3)-(CH 2 ) 2 -<^^>- NHS0 2 CHg 

+ #rFfi *©i(5ffl§r 2 JS K SB UK © lb » „ 
(14 Y rfS -(CH 2 ) 2 - T*, (J . X#Of*ttST 

«S) Y 7>J -(CH 2 ) 2 - -c*> i? . Xz)t|;Sfe^Tfe 

Oft ttrtfit^nimSzasvLti 5H©\^ 
-f^7)».iCE<SoiS;(l)£D-fk,-&#;. « t-c -t © 36 

HS? 2 V< L«g 1 5 ao^f fr^^fia*!©:*)]) 
© -ft # * , 4^(±-t©*f iWK^gT 

J6 © 7t » o . 2a4»,>LS 1 5 

09( R a , R b , R ,R 2 , X, Y J6- Z r>' alk ^S^FlTrffl* 
©«SPBm 1 SSTS*^ UjfeJR j? -C*,4tJ5, (HL. £ 
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Lift 5 aoi'ffti). l Si K: IE Walk 

(8) R Z j5tH, C8 4AttCH 3 -ci,i, #rfsit# 

f9) R 2 #ht*j, ^rFf«;-S©iKffflm 8 TAK 
sftm © 

(1(1 R 3 ^: -NHS0 2 CH 3 
-CON(C 2 H 5 ) 2 « Tttt -Co/ 



-GONH 2 , -CONHCH, 



^0 WfftjSf 

•*©«5ffl»2JS7iv,-L«'9 g ge «s o f b m „ 

3 '*5 • >}-J\j,~- tr, ) 1 3p 

01) R 7>« -NHSO 2 0H 3 -r*>*. 4*ff M ?}<:©# H 
(13 5S, : 

CH 3 S0 2 Iffl^Q^ (CH,) 2 - N(GH 3 )- (GH 2 ) 2 -0-^^-NHS0 2 CH 3 

**r-i-&#g £ Ftff:*0ifcwias 2aKiBiojt^%. 
03) si; : 



(4) 



-C*>^35», 4 Tfcfrl R 11 ia i tt R © ll>* < <t 4 — O 
i)«7^)|Tfc4, #¥f f9*©SgHm 1 3H©fi:-a- 

ga6-h©yjffl a-w 
iwa^^LJ 5 <b -j- ffl gg 

-C. £ *!. <b , rt? - >" ■ (r^ I) 7- ^ (Vaughan 
Williams) © ^J-^g [ 7 y f ^ - 7 M ? • 7 

i' -y n (Antl-Arrhythmlc Action), — - x. 
A • 4?-*-^ - >JTA^ ( E.M. Vaughan 

Williams), 7 1J 7 s $ -y £ • ■? \s * (Academic 
Preea) , 1 9 8 0 ) K S t tf S IH « Ott^ttMffj 

t?*,^,„ c^T,f,w, KHf rt« i t> ife # co Pa 3& 

(6) 



*"|5 W K *3 7^ & <5 S* *>' £<y : _kS1 £ l=. ? l :: 3£!»©^ i (W3: 

ffl-£nx\.-2>M ( ft t a, am \ ffl ) x. t> i ^«?aiR 

* IS itt L *> -6 V - W « -ft * * * ffi ft # /h S < , 4 ft 
Wtt^fi<lBlf^ffl**-f £ £ i#'>4»,>. * -ft: -fr W 
© .£ 4, © tt . 4 * £4><DiECD&?iftmi: m 
LtwS, cofeJ6> ^MSOrf" ^ ^ffl^r^RS© 

£ 5 U-c, *«&dHH:. 25(A) : 




CiS^, R a H. -N0 2 . -NH 2 STfctt-NHSOgR 1 
(CCTH'tt, Cj- C 4 T A- ^STJ, -5 ) -T & 

Jj ; 

R to «, -no 2 , -nh 2 4AttR a { ;ctR s (1 

(7) 



?IISBSG2-2fi7250 (3) 

-NHSO z ( Cj-C 4 T a- =¥■ a- ) 4 7*.Ht -CONR 4 R 5 (R* 
iiitfR S fct, ft * SIJ-ffSK H * frfct C^-C^ T a-* 

M ^ £ — #& K . 1 - t"n ij = t" -« 'J ;> y 

* , * a* * 'J y Jfi 4 /t W N - / 4- a- t° -« y => ~s - 

1 - -f a- Hi * #t ^ -t- ) t .6 } f *> & & ; ffl L . 
R a *; i: O 5 R^ © — #s -N0 2 TiiA t ?, #, ^ tt 

-nh 2 xrt * < ; 
Xtt, o, s jjtttitfe^Tfcii ; 

^ u ^ at -c £> i? ; 

> ^ a- ic jc ^ -c m * * ti. -r *s *j ; 
Rtt, c,- c 4 t a- + ^*-c*> t> ; 

(8) 



tt, T(£5*T 5*5(11 L ; 28 t> ©{k-fir^fct^sK* 



R 

R 4 S0 2 NH-/ \-Y-N-alkr-X 



(1) 



C5*5ff. RKIO=R tt, 45-* *J1BJK C,- C 4 t 
a- ^ a- ^ x i? ; 
xh:, o, s 4 ^w: is^^^-e*, f) ; 

" alk" h , i. ^ u ^ , h Mfi'/ifttif b 

R Z fct. H, ^vn^y, W 3 ijtttC^O, 7 
^ 4r « -T tJ ;-tLT 

R 3 tt. a;-NHS0 2 (Cj-C 4 + ) TEAM; 

-CONR 4 R 6 CCTR'jsiffB'tt, * MUK 
(9) 



ib 2>s *^ L, T v, ^ <S si? !R i — M (T , I - t'» V 
i> = a- , t° -s 'I i? y , * ^ * 'J y 4 W N - ^ ^ L 
*f-^7>>7 - i - 't ^ /jt * * >3 t- ) o *t -r & D 

%• W flt -r A . 

- ^> n ->*>-" (-1 , F , C6 , Br fftttlttR 

ti. c 3 w j: m c 4 t ^ # ^ # «; it « 4 7% n ft- ft 

Rllfl S L<tt, GH 3 UttC^s T & *> , * 
4fff Ktt CH 3 -C #, * o R 1 tt *f * L < tt CH S 
Ti,4. "alk" © tflj a , -(CH 2 ) n - ( n tt 2 , 3 
4 Tfctt 4 T*, * ) < -CH(CH 3 )CH 2 - , -CH 2 CH(CH 3 )- 
-CH(CH 3 )CH Z CH 2 - *j «t -CH 2 CH 2 C!HCCH 3 ) - T 

& „ "alkr" tt ft 4 L < W. . -(CH 2 ) n - ( n W. 2, 
3 i fc tt 4 T * ) > -CH(CH 3 )CH 2 - 4 /fc tt 
-CH 2 CH(CH 3 )-T*>A. "alk "(d;, « i <(?■ 4 L < 
tt, - (CH 2 ) 2 - -C = XttffJU<ttOT*,4„ 

Y tt «f * L < « - (CH 2 ) 2 - h a R 2 ttff l L < 
(rx, H, CH a ifcH;C(T*4. R 2 tt*i«F4L 
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< <d: H "C £ „ R 3 tt, *?4L<tt» -CONH 2 , 
-CONHCH 3 , -CON(C 2 H 5 ) 2 -, -Cp/ \) t fttt 
-NHS0 2 CH 3 -f A, i, „ R 3 tt, * 4, S L < k£. 
- NHyQ 2 CH 3 TfeJ. 

ftSU) ( . R, R 1 , R 2 , R 3 Is Iff "aik"tt5S;(l) 
roi-TSftLjfcldTijji, x w: -(GH a ) 2 - r 

5 — cj©*f * LvMk-a-tedif id. . iSdKsS;^. R , 
R 1 , R 2 , R 3 I "aik"«^;(l)K'^v.>-Cie^ L ft 

-(CH 2 ) 2 - & ) 

GH 3 S0 2 NH^^>-(CH ;! ) 2 N(CH3)CH 2 CH z O-^yNHS0 2 CH3 

my 

CH 3 S0 2 NH^^(CH 2 ) 2 N(CH 3 )CH 2 CH 2 -<^^>-NHS0 2 CH 3 
ftl) 

fin Raw. s 2 «ie:*.bn*ES5:wstt*t ot 
3 1 ? m -r Jt ^r^^^T^AfcKj^s-ttCptL*. 

2 5 * it An S -* * © k: >& m ft -fk -fr ffe © & ffi (ED Z 5 ) 
^:*S?3n^»o ERPUi/fc, * is M if 7k 4" "? 

* s ^, is. t> n- ft m ft ta w ¥ ffisits* «*-c 

S*fOJ(S-C«5^S^*„ EKPfct, f f *n if (I ft 
( extraetimulus technique ) M V, -> -f _h IB CO J: 5 

Kftssn^o w e« x — 7 r ^ h iieaot" 

- 9 iOIOdlll ( -f ft . #1] & i>i Kk ft ® * £ 

ittX^t. 1S jjft B# Hfl i>: , 7 s ^ i? ^ a- ^ v u - => 

^«f)4« i t^/Cgite E R P « 4 7t, tw**i7fc 

KUK U ft 7)5 B ft *n *IJ $[ i£ (eitrastlmulUB 
technique) (C I t £ iX i> o 

(13 
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KBBi«62-2fi725D(4) 

sua, fLit7kmmm> fZKTkmmm, mmm-at 
nnmrnm. mmm * ftnmmiKm^. s^tRai, 

^ a: VRSiS. ^A-a yflStS, ^ ,§. # tS, y ;* V 

^^-jt:^^^, -i >- x ^ a- * v ($:tS*5 x xj. p - 

I- A-xy^A-Tt- xi«0 J; 5/5:, # fa K $ 9£ "C 

bMt&-& tiZ>m.tttia m ^Mfc-fr^W 

* 7tffeSlfl 5: % J^bK L, ■*©« 4 L-v^Mtt:. 7 a- 

* 'i ± m Jrf x t * y ^ w ti , -r * o 
tansM, iiwtTft *3 m: v. j$ tc t ^tmm-r 

»Kti, *a-* y h ©*-/tjis**a^i*ta7k*-t- 

* -tt * o Hi^fc^fii'Bflj (field, eieetroaee) 

fflv^-c. j Hz-c twat-r * „ -mm^mm c erp) w 
8 * a « © ^ m m (.so mfc^wmm ( s 2 > * 

ft »#Ji!ferKI S tLS »9ffl>H + -V 'j -V - £ 

K**5tv>4«t KWLtt, * 7t stt ais * ie 

c L-t 5 ft,«*(C5tt Lt ^ l» MIC % . jkM-t-AC 
b&-C & & o ffl H . C n b tt *L )#f 4 7t >:r -C Aj .& 
A,© i 5 ft ft* iff* "#J A &#J©Jt£-c\ ifttt 

7c««»S]4rcH«fe»j*^-^--t-i^ y *-v^4 

i^btt. #HP«ic, ^iJA.(Ji»*fllRrt, Sfil^rt* 

•ft n k T K . ffi *f L -r i \. - o #ttaft^fflKtt, 
c^btt, fflj©*®. fiJ^ifi^M * *95d6 ic-i" A © 
K + ft Ja 4 Tfcw: ^ a- =r , *-§-^r L-r % jc v,^ 
jffi«©*^'i*©7^-cteffl-r*©?jj<t<fe 

J: S 14; >f" ft (fit © j: 9 ft m W © ift * (£> 4 ft: tt ■=¥ 

©•ft -frte©** P ffl Att , f A.fS * ( 7 OKy) 

Q4) 



VC ?.} L- . lB#>7fci)4lE]*T©-0-i?i|ffl#-C-fS-#L 
T , 1 HK 1 *V>L7 5 ra? CD ifi fffl ft T *> =5 £ # 
b ^ -6 ° Pc F*9 « # © 7fc J* © m g , VC 

c-r — [@]o-tyj?^,7fci5 o.5 ow?o w, w$ rt 

f^ii^asn^r^i^ a fig ©<6 IBM-MR 

«. $? * L < tt . IF. % ft 'J X A — © jrfi jg ft « ^ ff 

ft 5 ^> K B# fl/R ft M Pfr K J: fft iff $ *i. & 0 ft; t 
W A .» * Jfi VC tt . ira * © #^ fff| * (rt * y 
-fc a- js\\ tt -^IJ x. W > ift a 3: M ^ #J K§gT§J t* n 
? ^ t 7t f± 3r- -v y -v - 4 1 i ft v. ^ L- 2 5n?ofttt 

ft-^Tfe * -&-*-r * -C * ^ . B3 : 5:' tx (C «: <2t fcu 'C #> 
& £ 5 IT , f& * ® T V, > & © f£ ^ Si £ Z> tft 

Mi t/c X •=> -c a-; #ig:iTJ6}. 

(]!©-(t ft-#5 * it«-t<5*#6(|KS«t £ &(ja. ft 
h U- IT m V «J K £ m- ~? S #r *TC #1 4 it Iri * + 'J -V 
- £ jj i *»JM5K %4r li' •!( J * „ 

i/t. e h It Jb" * /C- f» ^ Bik * ^ S5 
* /t ^ "jT & 3b" i£- * ^ A. -6 t)i , £ © 77 & «: . _h 

sa© t !• ic /g- ja, # © 3£ ( n © f t ft m t. tcirx^ <om^ 

09 



?^H3R2-2R7250 (5) 

*«6«flttJfc, /fj )» ^ M IM © ^ IS5 * Tfc tt «S * © 

©^"=ji|»(c%'sf-r#-*f«©fflift5:#3;. & „ 
1 

5£m© -ft Tse© — ^m^K £ o -c$»jg 

-T * t £ ? i . x R , R 1 , R 2 , R 3 , alk , 



NH, 



-f~\- Y-N-alte-X-^^^ 3 



111) 



( £ t> ^W^O^^-f ) 



R 



R'SO,NH-/ "\-Y-M-alle-X-^^^ (1) 



M-r.- : tL-c*-&^£jJt°i;i>^, t- ') if *7 

-fb >> f v v ^ © * ^ S£#StK* (R 1 so 2 ) 2 o * 
3t trt t° i) i> x © Jt -(b ^ a- * = a- K 1 SO Z C£ =5c ffi 

07) 



R J 7): -NHS0 2 (C,-C 4 ta-^a- ) -C*>-6<t^tt 
R a *J £ R 13 *5 -NH 2 -C*>Aff"Hf1f*:*(bW%-i"* 

TBe©«*85 7)5#K:*ffl-rr*>* : 



NH. 



(III) 



NH, 



(Cj-C 4 7n-*r^ .S0 2 ) 2 0. 
(Cj-C 4 T/w^^v ) .S0 2 C« 
47ttt (C, -C 4 TA-=t* ) .S0 2 Br 



(C 1 -C 4 T-Mvu)S02NH- 



R 

•Y-N-alk-X 



( I A) 



NHS0 2 (C,-C 4 Ta+a-) 



R, R, X, Y *5 £ I/ "alk" tt^(|)(tr3V,--C^_jS 

a- * ^ f t Jfij f,g ffi g ^ ^ < ^ tt ^ ^ + L r 
08 
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7IMG2-2R7250 (6) 



7 i k* at n |W] C -r * & -r #> ^ 5 H- ft. ir % . co/? 

R 3 tJ5 -NHS0 2 (C,-C 4 7A- + *) T *,5t?tt, 
R b 5*s -NH 2 Tfti ft feW^tiTEOHliS 



R 

R^jjNH-/ \-Y-N- B .nir-X-/ 



NH„ 



(IV) 



(Cj-C 4 T'^^.S0 2 ) 2 0, 
(Cj-C 4 T^*^) .S0 2 G« 
* fcW (C,-G 4 r^i-+^) .S0 2 Br 

( W-£-lc x t> ) 



R, R 1 , R 2 , X, YtarraTt" ttSIDKo^ 
T Sf? L Tfc ;^ 0 T *, * „ tog (f; 4 7t . its* »S I 

»*I?SW» 7"-*>'^«'*y7i I-* «t I* * tf« ft * -a 

-r ^ 4 «■ a-: m. * 4- w ;fj -r * ^.^icys c t 

~4zZtiW<Z>—ffl%:Mmi.* ■ r. t, ',-.t ic •»• -a I., u. 
R a *>■ i t>R b ©4>£ < t ^ - jd t ? y «-c#> -6 c 



R^NH^^Y-lLaik-X-sQf" 



(IB) 



NHSO z (C,-C 4 X*+a-) 



(2(1 



(a) 



(b) 



NO. 



Y-NHR + £7fc« ^}-alk-X 



N a I,K 2 C0 3 ( i£7fcHNaH(30 3 ) 



NO 0 



-^^V-Y-Br + RNH-alk-X-/ - \" 



ST 



NO, 



Y-N(R)-alk-X 



H 2 , Ni 



WH- 



Y-NCR) -alk-X 



en) 



NO 



2 -'f~^)-Y-N(R)-alk-XH^^ 



H„ , 5 Ni 



V 



NH 



(II) 



(21) 
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K1BB62-2R7250 C7) 



(o) 




^ ®7C L--C C _hfbiBK(o)CC i 5tt], 

£ ® ftr * , X # S * 7t n O T & 4 5S; C It] ) © ■*> (H 
% f« -T a -r *> % 5 o 

-CH(CH 3 )CH 2 - * TtW -CH 2 CH(GH 3 )- HtO 
"alk" fc^-^ — 5g©s£ (HA) <D<b#*4-«tja-r 
& © ft JfTJH * . C ©*££&© glj© 3; 

T #3 * : 



«K5 
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ftH8BSfi2-2B7250 C8) 



NO 



NO, 



- ¥-NHR -I GH 2 -CH-CFI a > N0 2 -f Y-N(R) -CH Z CH(CH 3 ) -OH 



SOCfi. 



NO a -<f ^>-Y-N(R)-CH 2 CHcCH 3 )-Cl 




C 2 H ,. ON a/HO NO 



WO, 



/Vno 2 + 



Y-N(R)-CH 2 CH(CH 3 ) 



H^^-Ni 



NH , 



NO, 



Y-N(R)-CH(CH 3 )CH 2 

H 2 /7^.-Ni 

NH, 



0~<^J^-NH 2 
Y-N(R)-GH 2 CH(CH,) 



O-Q^NH, 
Y-N(R)-CH(CH 3 )CH 2 



K t# £ 7t f)fl f£ © t i> U i> ~ jrijl-f ^-v<d 

" fr =fr nn f-t= in , «i * m it m <d m r „ * « 



(f) 



,R 



( iTtttR 3 ) 



R'S0„Nf^f\Y 



Nal.K.CO. 



R 



R I S0 2 NH-^^>-Y-N(R)-alk-X-^ ^ 



H 2 /Pd/0 



R 1 S0 2 NH-^^HY-N(R) -alk-X-^^ 



(IV) 



NH, 



NO, 



RI/K,CO, 



NO. 



NH 



NH 2 ( i«rj:R d ) 



(27) 



(II) *s it/ (Di) 
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1$P»1B3R2-2R7250 (9) 



(i) 



N0 2 -f N>-(CH 2 ) 2 Br 



H N H, 



3 3A=i/ 



(ii) 



O-alk- Cfi 



NO, 



NO, 



Cfi-alk-Q-<^~^ + R 4 R 5 NH -> Cjt-alk-O-^A 

— ooce — a 



(Hi) 



NH. 



f~\-(CH 2 ) 2 -N-CCH 2 ) 2 -ifVNH 2 CDIA) 



CH 3 NH 2 



OHoHH-Bllc 



COOCH3 



conhch. 



(Iv) 



NO- 



NO., 



HO — </ \ + BrCCH 2 ) 2 Br^!^ BrCH 2 CH 2 0 




(v) h 2 



■O 



Y-OH 



Y-0.SO.jR 1 



RNH, 



R 1 SO,NH-f 7-Y 



-NHR 



*J i TJ- (Vi) 



NH„ 



(R 30 2 ) 2 0 

O-alk-Cfi ^ 

X==/ Et„N 



*TV< 



R'sOjNH 




O- alk-CjE 



RNH-alk 



01) 



NH30 2 R 



£ t % f £ i> : 



J^SCNH-f >Y-q + RNH-alk-X^ % 



R I SO,NH-/ _ \¥-NHH + Q-alk-X-/ V 



-> <t-.-frW (1) 



Jigg*^. R , R 1 , R 2 , R 3 , X, YjJXt/aikW 
^^rt-. — ( #|C ^ ? >- .x A- = >f * 



-365 



?5M62-2G7250 (10) 



T #> £ t ?tt!ff t Ll-„ 

2fcS[KW. AM fill lew. m?Lb±^? 

/ — -j. ^ a; Mt ffi i -c o m /a . * as to it « 
i 2 ocjTOiit-rsiiJfti. K fE 4- St Sft ^ 
■a- * # b ««t -r -6 © # W £ L- v - . ire . 4; ia * * 

m ia * 7t if, m k £ t> m & c t^-c ? & „ 

*(])© fb-^to?« 1 * /^tt-t*LJbJ._fc<D:>fc# fitted 

?& n ft m i& *>■ £ o 1 * 
tt. *(l)©<fc^to© 1 K*ffi**#:toriSa.i3-^,& 0 - 

It. b © M W ft S3 I - X H . 3 ^ E « 3.0 4 X 1 0 5 Pa 
lt# |_ < , 5 o p.s.i. ft 3.4 5X10 5 PafC§ Ll>. 

_n m m i_ 

(A ) 4-(2-[H-y - N - ( 4 - - h a 7 ^ 

03 



RO.-f ) CH 2 GH 2 NHCH 3 + CftCH 2 CH 2 0-<^^- 



Nal, 



conh„ 



NO, 



CH 2 CH z N(CH 3 )CH 2 CH 2 0- 



OONH„ 



T -fc K = t- 'J a- ( 1 0 Oi«) ^ON - ^fA- - 4 - 
= t- o 7 = * ^ A- T ? X (1.8 9) C J.O.C.,(1956) 
21,453 JSitM - ( 2 " ^ n*i h t -> ) 

>- x t ? h* ( as ift #j i 2 # tra ) cd *g m k. , k r& * 
y * a ( 3.0 9 ) *> i u< * fb h y c a ( 1.5 9 ) -4- 
1m*.. m m m * 7 2 b# M „ a he ?m &i -e < w A, L 
Tt. m^.m.K* c © gii is -r & m # ea # 2 n 
iw h y p ^^mm^u^fr^^ m it * 1- f ^ -c 

3 Isl Wi m L, 7fc „ -&fe-yrA:*'i*f#*tgf(J7'5'f>-* 

MM 1? tff. & u , « r# ^ * » a J-, -e 4£ s» <* . 
iw ?a u m *s s -yr t n & © a =?# ^ » c © m & . v 

-( y/otVi-f A'Tilltit, 2. 3 9 CD #f 
04) 



-*T» W !M-ft -&■»)( 1.4 9 ) . BiA 116-118" . 

JB) 4 - { 2-CN - ( i-7<V7»^f»-) - N - 

J ■?■ As7 $ S } ^ V ^ T « K 



NO 



., ^ CH 2 CH 2 NCCH 3 )CH 2 CH 2 0 



OONH, 



7^- Ni 



m 2 -( yCH 2 CH 2 N(CH 3 )CH 2 CH 2 



CONH, 



i# / -* (1 0 0ra«) ff 3 ©4-{2-CN-y?-A- 
-N - (.4--t-cr7i^.^^)T«yDih^ 
•> ) - -< V X T ^ r (1.48) ©gffi*. 7 * - - 
v^nst'-iivl (Nioat; 10 2", f&M ") & ft 
ft VC *3 \ - X . 3 «. fF. © * * T , Sg ,S T- 1 6 B$ dfl ^» 
<HA,Lfto R If, )tt -ft- to % M ift U . 
-C > *t fe fel (4= ( 1.29) ifSft. C fr. (if.m x-f a- 

b jfe'j f B * * -c m mit to c i .i » ) , m ^ 1 1 o - 
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112" *fjft. 



* an fit : c , 6 9.1 ; H , 7.3 ; N , 1 3.0 5 ; 

c ia H 23 N 3°2 i L-x&mnm •. 

c , 6 9.0 ; H , 7.4 ; N, 1 3.4 

1°) 4 - ( 2 - C N->fw-N - { 4 - t fs^A-A^ 



OONH, 



H„N-/ VcH 2 CH 2 N(CH 3 )CH 2 CH 2 0-/ \ 



(CH,ao a ).o 



CH 3 SO z NH-f V CH 2 CH 2 N ( CH 3) CH 2 CH 2 0 Y r ^V 



-OONH, 



Siffift/f i/y (5 Ome) ^©4 - { 2 - ( N 

- (4-T^y7i*fyi-)-N->^-A-x<yD 

- ^ h I ~i V X~ T ? h' ( 1 .0 9 ) *J JC r> ffit 7k > 

# X ^ x © j$ 5. , ^gtl 6 FJ£ M j4» < W 

A,L^ 0 j^sisifc. 2 KiKm^- h y ^ATkiSffi 

* c © «s fr to k tm A- . fi v. - -c is -ffc y ?=- 1/ ^ t 3 [si 



JlfS33G2-2fi7250 (11) 



tt m l . ■&4z>&-fciimwtmw^ ? * y v -a _t 

•tfc #» C 0.3 1 9 ) , B* j6 1 4 7 ° . Srllfc. 
* »] fit. : C, 5 8.3 5 ; H , 6.7 ; N , 1 0.4 5 ; 

c i9 H 2 5 N 3°4 s iLtOBtSt: 

C , 5 8.3 ; H , 6.4 ; N , 1 0.7 

9t m n 2 ti,-u5 

TIP.® -fb JgS S * Iil5fctfcj«* "b . SJfi^iJ 
1 (A) 4 ^ U(C) ft! £ fa] ti IC U t m & L A „ * Mi 3 
as J: t> 5 -c fct , (Cisp o gg n^s 5S|£ m # b n * 
fffl f£ K Cfc ^ * #n L, , HS^T^— -^^fifS 



67) 



CH 3 S0 2 NH-/ \-CH 2 CH 2 M(CH 3 )CH 2 CH 2 OAr 





Ar 




n m Mi m m 


m& (to 


c ^^cwttpfis^fia ) 

C H N 


2 


-^~^-C0N(Et) 2 




i>-i V T^n t°jL. j:— ■y-A' 


97-98 


6 1.7 7.2 5 9.1 
C 6 1.7 7.4 0.4 ) 


3 


— cqn^ \) 


ismm 




198-201 


5 5.0 6.3 8.0 
C 5 4.5 6.6 8.3 ) 


4 


CONH 2 






104-106 


5 7.8 6.4 1 0.6 
C 5 8.3 6 4 I 0 7 ) 


5 


CONH 2 


tu mm 


mm^f-A'/* ?s -a, 


1 24-1 26 


5 4.7 6.7 9.1 
( 5 4.3 6 4 9.5 ) 



—367— 



RB3H3G2-2R7250 (12) 



¥t m m 6 

(A) N - j> f- a. - 4 - [2-^fa-T;V3iht -V ) 
//7 J h* 



CH„NH, 

CfiCH 2 CH 2 0-( ycXXXJHg — 5> 



CH 3 NHCH 2 CH 2 0-f >CONHCH 3 
O^^^T?v©33*^^K4 - ( 2 - ^ a a- 

x ) $if f ^ (4.3S) i n'&m \ i 
^ m ) it »u -r , ti % ?r . i 3 o me m m pe # 

A, L ft „ IS^«:*i^-«r^«. *S*<tUT*T&|S| 

* 1 0 me CO 2 N t)c -ft 7- Y U !> A * ft x. . 

b dSSJI-ftrc J: (9 «!ffiHt; ( 2.1 9) » MA 9 5 

-96" ft o 

(39 



■3- At » : 

* jWHilt : C , 6 3.7 ; H , 7.6 ; N , 1 3.4 ; 

c 11 h 18 n 2 o 2 t l.-c romnm ■ 

C , 6 3.4 ; H , 7.7 ; N , 1 3.4 5 

(B) »-^f)i--4- |2-[»' - ^f^-N' - 

( 4-=hP7x^.fiu)7iV )xh^-/| ZSl^L 



NO 



;-^~y-CH 2 GH 2 Br + CH 3 MHCH 2 CH 2 0-^~^-OONHGH 



Nal , 



SO,-/ VcH 2 CH 2 N(GH 3 )CH 2 CH 2 0-f \ 



OONHCH 



3 



') t> M. C 3.0 ? ) 3d i t)< (R -ft t- h y >7 A ( 1.59) 

* *p , mmm^mmum-c 7 2 raj * < a. u 
ft. «t & , 2 N 7k m it -i- h y •? A^-ffi ?rSn^., 

(4(| 



*«v.^r)-a-fky?u>-T-3(Hi^aiL,fto 7* % 

««%£lffl^7-f VT)<;^«-ff5fe^U, UPK •=»• ^ ^ 
* ^ .t -C 3£ *S % *t . J* il L- » ^ % 2 t . * £, 
* 5r # ft „ C © f i 5- i> -i y 7" r — ^A--r^ 

wut, »^-fk-f^'te**tfefsi'*( 2.4 » ) t ur 
m u-tt, 

N.m.r . (CDC£ 3 ) , pp«, i - 7.9 ( d , 2 H ) ; 7.5 2 ( 4 , 2 H ) 
7.1 2 ( d , 2 H ) ; fi.6 3 ( d , 2 H ) ; 3.9 ( t , 2 fl ) ; 
2.8 ( m , 9 H ) ; 2.2 8 ( e , 3H ) 
( G) H - > 4 - ) 2 - C N ' - (4-7SV7Z 

* If- -^ ) - N ' ->?-A-T^y D^m^-Vj^v^T 



m 2~\ VcH 2 CH 2 N(CH 3 )GH 2 CH 2 oY VoONHGH, 



H 2 , 7*- Ni 



m-f \cfl 2 CH 2 N(CH 3 )CH 2 GH,0-/ \ 



{ 2 - C N'- / f- a- - N'- ( 4-=^7i^^ 

) - T^yD^h^-^l-^vXT^ b* ( 2. 3 9) 
<D®/«*7^-^=5'^A-C " = * v \ (Nicat) 

i n 2 "- mn ] cD^ftfc 33\,'-c. 3aEo**T 

a i& T 1 6^Fl1fl75><«A/Uft D R[Eift'&<ife*«ljg 
U» ?K^K4«S ■tir-C, Jtfefft ( 2. 1 9 ) *»fto 

ft;^^^A--c^f*-^&, y *C " * — -tr a- y /k 

CKlaeelp;el ) 6 0 " - ]_hO#PT|-/77-( 
KJC 0«gl<fc-&^%^fetDi'mc 1.7 9 ) i LtIS 
ft. ^©tow:, J;fflSi!-r ^. c i * < ilg? 

ffiffl Ufto 

N.m.r. (CDCt2 s )pp», i-7.72(d,2H);7.0(i,2H); 
6.9 2 ( 4 , 2 H ) ; 6.6 2 C d , 2 H ) ; 3.0 ( d , 3 H ) ; 
2.8 8 C t . 2 H ) ; 2.7 C a . 4 H ) ; 2.4 2 C b , 3 H ) 
(D) »->f * - 4 - ( 2-[N' - (4-^< , y^/i' 



N 



OONHCH „ 



^ * y — 'V ( 1 0 Oaf) 4-CQN _ ,i^-,u_ 4 _ 
(411 
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(42) 



JMB«B62-2fi7250 03) 



A 



3H 2 CH 2 N(CH 3 )CH 2 Ce 2 



CONHCH, 



(I) (GH 3 SO z ) 2 0 

(II) Hce/i— y-A- 



GH 3 S0 2 NH-<^^>- CH 2 CH 2 MCCH 3 )CH 2 CH 2 0^~~^>-00NHCH 3 .HCj 



N->^,u-4 - { 2-C N'- ( 4 - T ? y y 
x- f- A- ) - N ' - y ^ A- T s y 3 a: h + ->• } ^ X 
X T S h' ( 1.68) £ * 7K > ^ V A- * X m C 0.8 7 
9) k <D WLlgi * f- \s >■ 4> a 7 y( K ( 5 0m«) © *» 

ft. .ffi-e-^-tt ft*«« * «£*n * f Jy. t tffe ri* u. 
Bties y * v £ ^ it u, pi» iwi^s 

^ y A, 6 0 " - Sb^3_hcD^a-7 h^97-f(C 
i i> jSS-fe©tt ( 0.5 2 3 ) tfs ft 7fc „ COf(fe3:(ft 

fg^-y-A-^-ct^L.^ mit^niD - x A-i 

(43) 



L-. em m *- / t * y - a- a» ib *s ,14 *k « -t 
wvc&m ( o.2 n, i 6 o btut° 



m m : C , 5 4.2 ; H , 6.6 ; N , 9.2 5 
C , 5 4.3 5 ; H , 6.4 ; N, 9.5 

k m m 7 

- N - ( 4--M7j*f«')7«V]i^ 



NO 



NO, 



CH 2 CH 2 NHCH 3 +CjJCH,CH,0 



NO, 



Nal, K„CO, 



^>-CH g CH 2 N(CH 3 )CH i8 CH 8 0-^~~ i y NQ 2 



N->5 ; -A--4--l-o7x^.9 i A-T?i'C1.5 
9)(J.0.C.C1956], 21,45) KilfZ - C 4 
--t-a^^y^i'D^^A-^n^.-f K ( 1.5 5 9 ) 
( C.A.C1955], 4_ji, 3168e)<fc07-feb — b U 
(44) 



a- ( 5 0««) 4 1 © ftlfeE^l^i* * 'I C A ( 1.25 »)*!£ 

wftftt f ') i (i.29) tJistoL, c-owmm* 

Mffi-Z 7 2 IS? ffl *S L 7fc . «R5S«fH«. »«fft« 

Be s /t . fti»i^^-rjy.-c#6,K:2i5iWi(ti», 
3: ffiWlSxkT fe(-r Sfeitt 

*£ffi-*-2>Sft[Sl{4i:(2.7 9) *ai^y-A-^C,^ift 

fk^-a--c««ik-&te ( i.9») . «t^7 4ic*i^cj 

SI] : C , 5 8.7 5 ; H , 5.4 ; N , 1 2.1 5 

c 17 H lfl N a o i tc^>\*x<DWW : 

C ,5 9.1 ; H . 5.5 ; N , 1 2.2 
( B) l-(4-7;V7i/'=H^)-2-i:« 4 - 

Tiyyi^.^/v-) - N- >t</75y]i?^ 

NO, 



^ VcH 2 CH 2 N(.CH 3 )CH z CH 2 0-f \-N0 



NH,-^ N >-CH 2 CH 2 NCCH 3 )CH z CH 2 0-<f \nH, 



1- ( 4- = l-o7 = y+->) - 2 - C N - ,y 
^ * - N - (4-— (•o7*.*^A-)T$y;)- 
y (1.5») Ox^^-a- (lOOii) $><£>f81& 

%■ i 6R#fifl^®-r3S,fEtD7k*TK«v^r?^- 

= „ .a- ( r = 5-^A-l 0 2 J-j&S^ffiTT 
1 6 B# ffl « W U 7t o «f Jfttx-T'HtTHBM 

U, «pj« u, * -r ft HI f* C 1.1 9 ) b 

ft, C ttfr; ffiW. ^ / 6 0 - S 0 XZ ^ — T 

hii&M, it *t-cmmft&m co.99) , b*a 

7 3 - 7 4 C iii#f>ft)fc. 

ft-mm* : 

S8 W : c , 7 1.3 ; h , 8.1 ; N , i 4.7 

C 1T H 23 N 3 0: C, 7 1.5 5; H,8.i; N , 1 4.7 
(Q 1 - C 4 - > * y j: yy g ^ ^^y^.^-) - 2 



NH 



f yCH 2 CH 2 N(CH 3 )CH 2 CH 2 OHf — V«H, 



(CH a S0 2 ) 2 0 



(4S» 
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CH,S0,Nf^f VcH 2 CH 2 NcCH 3 )CH z CH 2 0-/ ^VnHS0 2 CH 3 

(4fi) 



KKJB362-2B7250 (14) 



1 - ( 4 - 7 <V 7 , ; + y ) - 2 - ( N - 

( 4 - Ti^y^^f-n,) - N- ^^A-T^y] 

- i / y ( 0.7 5 8 ) t^TK^^^^/f^^-faCl.O 

9) tOe»^f V/j>n h'(5 OflifJ «0 g? 

inittttj?*. ft- b common- ^m. mm^y 

^ n -6 *R •& fSJ f£ (1.2 9) - 
a-*S» b tiii&it 3 ■«:-CS!6H'ft-&<te ( 0.6 9 ) % 
147-149lC^5^b^7fco 



G , 5 i.l ; H . 6.2 5 ; N , 9.4 5 



C l9 H 27 N 3°s S 2 : 0 ' 5 19 I H . 6.1 5 ; N , 9.4 

mmm 8 & b i 4 



T O it % a: . (AjfflilCSo^Ttt^n^-f h* -p 
ft * < 2 - ( = hP7iy^v)j^A-yp.-=r^ 

(47) 



m ■*£ m u . ^ - -r a- is it * * '£ ^ im l- . -t © 

m R* ffiE © S9 S lit SS! % >MJ Kff £E M #J iSlgU 



(48 



CH 3 S0 2 NHH^ CH 2 CH 2 N(CH 3 )CH 2 CH 2 -0-Ar 





Ar 




w *s a -it *g m 


m.p. (TC) 


fT fit * 
( iSSffirtttSSsftfli ) 
C H N 


8 


NHSO-CH, 

-C5 




6 0- 8 0° Gttl*- — V-J^ 


1 1 3-4 


5 1.9 6.4 5 9.0 
(51.7 6.2 9.5) 


9 


NHS0 2 CH 3 


is e^js 


ffiMX-'f-J*'/ * y> — A- 


1 78-80 


4 7.7 6.0 8.6 
( 4 7.7 5.9 8.8 ) 


I 0 


NHS0„CH„ 
CH 3 




tfrWL*.*f- a-/ > ^ y -A- 


1 8 5 

( Mfef* ) 


4 7.0 6.1 8.0 
( 4 7.1 6.3 8.2 ) 



(4fl) 



CH 3 S0 2 tgH-<^~^>-CH 2 CH 2 NcCH 3 )-alk-0-^^-NHSO 2 CH3 





"Aik" 






m.p. (TC) 


Vr fit <f> 

c fsm.tHinmmm ) 

C H N 


1 1 


-(CH 2 ) 3 - 


mmm 


EtOAc/MeOH 


125' * 


( 4 8.8 6.2 8.5 ) 
4 8.5 6.4 8.2 


1 2 


-(CH Z ) 4 - 




BItOAc/MeOH 


>90° * 


( 4 9.0 6.5 8.2 ) 
4 9.2 6.6 7.7 



Irt^ttL^tL, J. A. 0.3.(1951), 7_Z, 3 159£C.A., 



5 9, 9 8 8 3 (CIB^^^TV^o 



fifll 



CH 3 S0 2 NH-f >-X-H(CH a )-CH a CH,0-f r 7-NHSO,CH, 





Y 






m.p. (TC) 


fl- tfr if * 

C H N 


1 3 


CH 3 
1 

-CH 2 CH— 




EtOAc/MeOH 


>1 60° 
(Kfflt*) 


4 7.8 6.4 8.2 
( 4 7.9 fi.2 8.4 ) 


1 4 


1 

~CHCH 2 - 




EtOAc/MeOH 


>98° 


4 9.0 fi.2 8.2 
( 4 8.8 6.1 5 8.5 ) 



WS*SOtl->f* - 1 - ( 4 - — \* a 7 * — ) - 2 - /b t'fl-T? xtN - ^f-f - 2 - ( 4 
= h c 7 ) - 1 - t°^T ? >-£H J.A.C.S. , ( l 9 4 6 ), 6 8, 1 1 5 3 K HSiB tl- tT \. ^ & , 
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KB3BgG2-2fi7250 (16) 



m m n \ 5 *s 1 r> 1 6 

\s S i> V J -i Y' ^ <£> ? j> X. A* * f& f&yktfa \(£ 



(53 



CH 3 S0 2 NH^( VcH 2 GH 2 NCCH 3 )-alk:-0^ V»BSO,CH, 





Alk 






m.p. CC) 


fl- #T ffi * 
C H N 


1 5 


CH 3 
1 

-CH^CH 2 - 






120° 


5 2.8 6.5 8.9 
( 5 2.7 6.4 9 2 ) 


1 6 


-CH 2 -CH- 




EtOAc/MeOH 


>100° 
( «@tt> 


4 8.1 6.3 8.2 
( 4 7.9 6.2 8.4 ) 
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HHH362-267250 (17) 



m 17 



(A) 2-(M-^f-*-K-(4--l'''7 I j» f» ) 



2 H ) j 3.5 2 ( t , 2 H ) ; 2.6 1 ( m , 6 H ) ; 2.3 ( s , 3 H ) , 
(B) 2 - [ N-^fi'-N - ( 4 - =h»7i^f A-) 



NO 



NO, 



(CH 2 ) z Br + CH 3 HH(CH 2 ) 2 OH 



(CH 2 ) 2 N(CH 3 )(CH 2 ) 2 OH 



4--I'd7i^jw/p-»'( nil.58) i: 
N - *i^y-^7^' y ( 8.2 5 9 ) & © + -V 

w v ( 1 0 0»i*) 4 1 © tl ^ 5: it *ft T -e 1 6 b# fWI W. 
# U 7fc o 3S « , «S?»4 5i«iK«7t(««i^ 
*}- \s 'S ? u 7 -\ y" t O flfl iC rfl- Sfi ^ -tt 7t o 7* # 



■* tf». #n ts * -cy.-t -fit* uTm«so 4 ), rj© l, 

-c te -r & y * ( r -ir - -br y ^ 6 o J - mm ) 

Jr. © ? a Y if 7 -7 j t-itlVtm < itSifi^©^ 

#3sj;wS^«:j: jj, ffife iei ft -a- <fc i lt 

(7.5J) . 

N . m. r . (CDC£ 3 )wm, 0-8.0 5 ( d , 2 H ) ; 7.2 ( d , 

64) 



N0 2-<f y-CGH 2 ) 2 N(CH 3 )(CH 2 ) 2 OH 



SOCfi 3 



W °2 _< f V CCH 2 ) 2 N(CH 3 )(CH 2 ) 2 Cj6.HC£ 



tf-ls'SPov^ h* ( 7 5««) 4' © 2 - C N 
- > ^- A- - N - ( 4 - = h P7i*f *) - T * 

C 3w<0 5riifitt:-c»#L*^b o c vc #is »n U 

fir.= M^ftel * Si JS^iS * -tt. 1 6 B$mm.& L7t< 

* at fa # * r ;ia u , ^ — t ns-cin-tmm u. 

"$£*SfeL-tJKfe*feRSE<te) (7.19) ##f>fl*. Bfc d* 3: 

* ; - Asfrh<D%sMiitv£ z \> m m ft -ft #i 

6.09. p. 1 6 8 - 9t#f tjlA. 

f i : c, 46.8; H , 5.8 ; N , 9.8 5 



CnHjgCflNjsOa-HCfi K O I ' T © it « (if : 
C, 4 7.3 ; H , 5.8 ; N , 1 0.0 
(Q 2-CN-^?-A--H-(4--hn7 3 L^.^^) 
T?yD-l-(4-=ho7i = A^d" ) x # V 



NO 



NO z -/ ^-(CH z ) 2 N(CH 3 )(CH 2 ) 2 Cj6.HCjS +ES-f ^-N0 2 



K 2 C0 3 



■/ V t cH 2 ) 2 N(CH 3 )(.CH 2 ) 2 -S- 



NO, 



T -fe h - h V a- C 1 0 0»i«) ff>©2~CN->^ 
a- - N - (4--ha7i^^-/u)T«yD^5 : - 
A- ^ a 7 -f K ■ JflfSffi (3.0 9), 4 - =■ b n ^ 

7 i y - a- ( i.7 9 ) js x u-mm * y c a ( 4.0 9 ) 

m m tx t jy. r » u . kjss l (m s so 4 ;k rifiu, 
^^s-tfr^fefft(3.6 9)7>5^#b^7fco i«if 
A--rjy r >g«(i-^ s f u # c r^-^^^^e 0 j 



CM 



iffi^© W*1C i »> . US ^tfefSftt ( 3.0 5 9 ), 
# fft (ft: * ■■ 

mW '• C , 5 6.8 ; H , 5.3 ; N , ] 1.7 

C 17 H, 9 N 3 0 4 S: C , 5 6.5 ; H , 5.3 ; N.11.6 
(D) 1 - ( 4 - n*?-* )-2-(N-(4 



T^yy^ + ^A-) - N - y if- a-t 5 v ) 



V-^H.) 2 N(CH,nOH 2 ).-SHf> 



NO 



NH 2 -/ \ 



NO, 



V 

(CH 2 ) 2 N(CH 3 )(CH 2 ) 2 -S-f Vn, . 



mmit&fyifc 2 - t N-y?-^-N - ( 4 - - 

hay i ^.^^)7'^y]_ 1 _ ( 4 _ - [. p, y 

= — ^ * ) ji^^Sry^-^y^rA-J^-p^^^ij 

7 (B) cd ^ m (c tt£ o r t)< * «s im-t & c t (c jc r 

N. m.r . (CDCfi 3 )pFa, 3 - 7.2 5 ( d , 2 H ) ; 6.9 8 ( d , 
2 B ) ; 6.6 0 ( m . 4 H ) ; 2.9 2 
67) 
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JJIS1H3G2-2B7250 (18) 



(t,2H);2.6<Hm,6H); 
2.3 2 (. b , 3 H ) 
(E) 1 - ^ 4 - ^^y^<u^ x7j = - 



NH 2 -f y (CH 2 ) 2 H(CH a )(CH,J,-S- 



CH 3 S0 2 NH- 



(CH ) N(CH,)(CH,)„-S- 



NH, 



NHSO z CH 3 



«fc «Mfc «*i *i . S 7t S It (D) j)l SnCl! 2 T M T ffi i« 

t ^ m n . ^ y \s — a m. fss (EJ 7)5 n° u i> v 
iii* £ raw ic u r , mm-r i> m^'-m'a^ b iti^ v 
c. a. , 55 74 ( 1 94 0 ) tcieific'nTv^.?),, 



SIS ft -A-*, gftA 1 6 0 - 3 C . 5:5?Jjif!7|C| 

r(D)*(?<D^B!c^)0^ V v - ->- a x 3: £ 5 C £ ft 
.£ j T O < - j 7c o 

: C , 4 9.5 ; H , 6.1 ; M , 8.6 
C l9 H 27 N 3 0 4 S 3 TOBt»fit : 

C , 4 9.9 ; H , 5.9 5 ; N , 9.2 

^ m m is 

68 



59 




(BO) 



5 * 

t; a « 


4 7.9 5.5 8.8 
( 4 7.8 5.6 8.5 ) 


p. 

a 


141-143 


AJ 
< 

m 
w 


ih 
1 

H 
H 


!(- 


w 

s* 
m 
m 


$ 
till/ 


oo 

1 — 1 



•en 19 



(A) 1 - C 4 - J* j'^'^A^ ^yT? FVi^j "/) - 2 
- [»->f«'-lt - ( 4--ho7i = *)T;V } 



NO 



2 -if ^-(CH 2 ) 2 NHCH 3 + CeCBjCHgO-^ ^>-NHS0 2 CH 3 



NaHCO, 



<i/ NaI/CH 3 CN 
CH, 



NO,-/' \- (CH 2 ) 2 -N- CH 2 CH 2 0-^~~^NHS0 2 CH 3 



T-t h = \- IJ ^ ( 1 0 0*0 >4a«5N - } f- n< - 4 
• = hB7i*f*7iy(1.19), 2 - ( 4 - 

-f K I 1.5 9 ) , MJ !> a (0.5») tftft 

^- h >J !>A (.0.9 9) OM«f &a«TT4 HMHt 

61) 
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1M3BS62-267250 (19) 



-r in r fife U . M*!®-"/^-/* Alresu, 
(pit, mzki&ms: *tii-* n^tLftmi^m^mm 

if *-r:)l?H,t-/i] * C r^-^-"--^"-^ o j 

•ffl ft iiffi 5)- CO fffi *5 t z?m5£&?7 ft 5 CiCC-t^T 
^ge-ft-fr^TJii^ft f£1f£ C 0.9 g ) tutfttftit. 

N.m.r . (CDCfi 3 ) , *=2.4 5 ( a , 3 B ) ; 2.8 6 ( m , 6 
H ) ; 3.0 ( b , 3 H ) ; 4.2 ( t , 3 H ), 6.8 6 
(d,2H), 7.2 2 (, d , 2 H ) ; 7.4 ( d , 2 H ) ; 
8.1 5 t d , 2H ) 
(B) l-(4-^y^»t./7;'K7i/^'/)-2 
-C » - y 7 - H - (. 4-7<V7i^»») - T 



CH 3 

0 2 H-^~^>-«:CH 2 ) 2 -N-(CH 2 ) 2 -0-^J^)-MHSO, 



y — — y trA- 



CH, 



i y — n, ( 1 0 CimC) ^Ol -C4->^^^. 
^*;>-T? b* 7 1 y =¥■ y ) - 2 - C N - * =f- n, - 
N - ( 4 - — hn7;c^.f^)X*y33i^>' 

TK«\,'t7*-=>**l r — & ■+ v h 102J 

r is. u . *s % m l- -ft „ m h iX K. ffi W- <E I- ^ 1 >- 
* b & <k; -s -c * m Sh t l r m m it % # ■ 

0.6 9. HA 1 55- 1 5 7 t) . 

ftVr : 

mm : c . 5 9.9 ; H , 7.1 ; N , 1 1.2 

0,595; H , 7.0 ; N , 1 1.6 

( 0) 1 - ( 4 - > ^yxA-*y7i 7 ^ y * .) -2 

-N-^f«-7iV]i*y 



H 2 N H^^>-tCH 2 ) 2 -W- (CH 2 ) 2 -0^~^>NHSQ 2 CH 



IBS) 



-<f y-NHSC 



N H y- CH 2 CH 2 'N C CH 3 ) CH 2 CH 2 0-^ ^-U HSO 2 CH 3 



CH q S0„C8/ti°iJ; 



CH,SO„NH-f VcH 2 CH 2 N(CH 3 )(;H 2 CH 2 0-<f y-MHfc50 2 CH 3 



ffi fee t° 'I i> v t 3n«) ^01-t4-^^v-^^- 
*>-Ti K7 j7 f '7) - 2 - ( » - ^f * - 11 

- e4-T?y7i^f/v-)T?yDi^^ 
( n.i 5 9 ) 'vftS^-r y#y^A-*^^^B7-( 
( s 5.4 /<£ ) -CasAn^ rai*«!* Sia-p— s*,f»ff 

L, Tfc o % f* . ib^!t»* 2 «tS«^ h 'J * 

m mm & m m7kwm^ s * -y t * ±-c& 
s l, 26 ^ 7t . m h ti m mte 

( 0.1 3 5 9 )5:-N*ty/61;iixf A.z)>beSft3 
ftTSf^ft^^ (. 0.1 9 )i^I51-152t, rt* 
ftbtl, ft it ff-1 ?k m W 7 (C) © ife fcjj ^ £ |Hj 4f -r 

*> * c £ s n tt o 



fl - ffi fit » : 
9?tflij : c , 5 i.6 ; h , 6.2 ; n , 9.2 

C 19 H 27 N 3 O s S 2 KO^Tfflftfl : 

C , 5 1.9 ; H , 6.1 5 ; N , 9.4 

_¥i m « ___2__0_ 

(A) 1 - (4-=fn7i7+y) ~ 2 - [ » - 



-N- ( 4 - y ^ x^^--l -- vT^' K7i j.f^) 7 
y ] 1 # >- 



CH 3 S0 2 NH-/ V(CH z ) 2 MHCH 3 +BrCH 2 CH 2 0-<f \mO, 



K.00 Nal 



CH 



4 - ^ ^ y ^ * * y 7 i h*7 1 ^.f *7 i y ( 1.0 
C »! ffi 8 * J"i, X ) . 2-(4-=ho 7i y 
t-yjif a,7p-t^ K( 1.2 9 )"( C.A., ^4^, 



#IS1B3G2-2G7250(20) 



11046a), R B IJ ? A ( 0.6 7 9 ) Kit/ftft 

-r b y c a co.723) co *g m * gf Off T -c 3 H Rfl «t 
tt Ufe. m « ira » . ^SfiU^Tkiy^uv^ci 

? -f K , i©HJlK:9-eii'5-tifto y^u^^D^-f h* 
ty TS tjpC 2 PlttHiS, Jfr i$ -5> 3r & -fet , 

wtt7K-cjy.t:g6 /ii* m * es r* ? * •> £ -c >k 
feu, ^aau. 2 -*t = » io n ft t* a f * 

*> ! »S (H C 1.2 9 ) iL.TSSfUfbUft,, 

N . m.r. (CDCfi 3 ) : S = 2.4 8 ( a , 3 H ) , 2.8 2 C m , 
4 H ) ; 2.9 3 ( t . 2 H ) ; 3.0 2 C. e . 3 H ) ; 
4.18[t, 2fl) ; 6.9 8 C * . 2H ) ; 7.1 8 
C i , 2 B ) ; 7.2 2 (. d , 2 H ) ; 8.1 5 (. d , 2 H ) , 



N 



( 4 -^y^(**y7J h'7i^f*)7( 



CH 3 

CH 3 S0 2 NH-/ "V(CH 2 ) 2 -N-(CH 2 ) 2 -0-/ ^ 



I) H 2 /Pd/G 
ii) HCfl 



NO, 



(CHj.) 2 - N- (,CH 2 ) 2 -0-/^VnH 2 . 2HG£ 



5 * P d/C (. 0. 1 9 ) *«-1>^^y-^ (B0rf) + 
CD 1 - (,4- = bn7xy*-^)-2-CN-^ 
^ ^ - N - t4-^^v^*->hxT? 

c so pai) TKtii'-r 4 i$fHU*# uft„ sicra-s- 
*5:ft(criL, jg »j * as 5g 2 -tt r m m u h 
a., cfti/f v^:? o 7-( w -c .W r ?g »s u -c -y 

h^^^K^tftJjLft. * « ft l(W # * *i -fr 

iltfStif «,q.Kjg*U, JfiBS© ^ - -7- ^^mm. 
tft!»*x7t5JTfeJiiUrfc. Wb^ft*S#,fa 
(67) 



<b*Lft. IR*0.3 5 9, M& 220-223C. 

gjfrjtj : 

WtBIJ : C , 4 8.4 ; H , 6.4 ; N . 9.0 
C 18 H 25 N 3°3 S KdlvtiDfti : 

C , 4 8.5 ; 11,6,3; N , 9.4 
(C) l-(4-^y^»,j ; y7 i hV^y+i/)^ 



0H 3 SO 2 NH 



CH, 
I 



(CH 2 ) 2 -N- (CH 8 ) 2 -o-^jKNH z . 2 HC£ 
CH, 



CH 3 S0 2 NHH( y(CH 2 ) z -N-(CH 2 ) 2 -oy \ 



MHS0 2 CH 3 



flg 15 ft -g- f& 4: , * i^J 1 9(C)Of (KKctt* 
D v ffi © y \s a- ? a ^ V K £ g, l - t 4 - T 
?-y7»y^->)- 2 -CN-y^/t--N-(4 



* v • -ISffcflB • ^Tktfi (. 9 5»i?) © 7< -X f - -> b 
xKiot5<- 3 ft. >R«3 0 *¥, Ufa 1 4 7 - 
14 91:. SS460HJ 7 (ClOfelS* i fi«T*,2>Ci 
ifiTfoM £ *Lft„ 
-fr #r fit ■» : 

* iBU : c , 5 1.6 ; H , 6.3 ; N , 9.3 

G 19 H 27 M 3°5 S 2 KC5\,-tOft» : 

C, 5 1.9; H , 6.1 5 ; N , 9.4 
* a W 2 1 



1 - ( 4-^^v^^*vt^ t.'7i/#-y) 



C N 



CH 3 S0 2 N 



CH 2 CH 2 0a0 2 CH3 + 



HN(.CH 3 )CH 2 CH 2 0-^ ^>-NHS0 2 CH 3 



CH 3 S0 2 NH-/ "V CH 2 CH 2 N(CH a )GH 2 CH 2 0 



NHS0 2 CH 3 
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!!(EH362-267250 (21) 



^ a- =- -u + ) > ^ ><• ^ a- * v T — 'J p" (. 0.3 
9) H - C 2 - ( >f *7i y ) i !■*'/] > 
^ y ^ A- * >- T ■= U K ( 0.3 8 3 ) £ <Q £? W. * 6 B# 
IW 3S Sf£ ^ -ti 7t o m^ff.mW:. i<6«»* 2 N 
^ h 'J ^A7}c^^i>^vv^o9^ h'tOfiltt 
Si £ = >f i/y^nj-f K~ T Jil. T S b |C 2 

iy. T «6 »i L, . gfceiS! -v £ ^ J:T?i{fc(* fpj® 

U. ^SfiiJEiEl U/fc,, # <b ft. 7t fg fd, ^ y ^ v ^ 

o ? 4 K* -c jy. r is? mi. l -c -v v * t r ' + - -*? ^ ■** ^ 

6 0 J-iifi|)±T^BTh/?7^K*lT. 

7t *PK & Ifil •(* * m AS : ^ ^ a- t>> t, ,ft it s -a r m <t 

0.2 1 »> *Al 50- 1 52' ) i^feft, 

#ft# £ ittK:K^4#j7(C)£|S]^T&&c£tf5?«rM?2 

*tsijffi : c , 6 1.9 ; H , 6.3 ; N , 9.3 
c i9 H 27 N 3°5 S z kov.* -cott-jr : 
TO 



o , 5 1 .9 ; H , 6.1 5 ; N . 9.4 

■m n W 22 



CH 3 S0 2 NH-^ ^>-CH z CH z NH(CH 3 ) + 



CiCH 2 CH 2 
NaHGO., 



,oV Vnhso 2 gh 3 



CH 



330 2 NtH^~^CH 2 CH 2 NlCH 3 )GH 2 GH 2 0^~^>-NHS0 2 CH 3 



f y — ju (. 5 0««) ifJlO 4 - [ 2 - t ^ f-1-7 

V h* (. 0. 5 9 jKitflRWt h 'J f ^ 10.179) 
MSfE-r 3 BMlt.^UTto 5& K PI « . 

? a 7 4 i 0 H K 2 -*t o * 1- \s S ? a 7 

(ft) 



-f h*-CW.-C^iblC2lHi«lW«:. ffl WIS SI! # 

srH&iifniSTic-eJtei-rgfe* *s * as ^ * ? 
_h-r«:«fcL.. HPi® u. U7t ° a®?*** 

-f- \s S ir vt ? 4 h* T Jil r ©KB ;L T f 'J * C T =¥■ — 
-(/ a- ^ a- 6 0 J - iStl )±T.*B7h/57.(K 
a»»t, fefcv-r « a IB -53- * ffl * w J: T> !£ ?S 3- Tfc o 

t ( 0. 2 5 9 , H y iSl50-l52lC)^#lbn. 9t- 
9km : c , 5 2.3 ; H , 6.3 ; N , 9.2 

C l9 H 27 N 3°5 S 2 KOVtOttS : 

C , 5 1.9 ; H , 6.1 5 ; N , 9.4 

m m n 2 3 

(A) N,N-fc J J* - C 4- — hn7i$f»/)^f-v7;'y 



0 2 N 



Br 

CH 
I 

UN 



CH, 



NO, 



NO, 



fl- ft: BE »H * . C Journal Organic 
Chemistry, l 9 5 6 , Vol , 2 l, p. 45 *®W-yrX„] 

T-feh— h Ij»- [ l 3 04- = hn7i^fi-/n 
' 4 K ( 2. 6 9 i 1 1. 3 ? U * i- ) , N - y -f- n, 
-4--hc"7 3 L^.^n-T«>-C2. 09, 1 1.3 

i Hk). *IIFK«* Ha( l.fi J, 1 1.3 

? i; * n, ) * m ffi rifii *: k w v. ^ r 4 a nn nw u -m . 

» M * Zfc It Sfe ? . ««<(4)*W(«^^»i'ff 1 (C«t_hW. 
K^+h |J 9 A*««TJtJ.t 3 H, IS * T fel. -C 3 
(BljJfelWU, (MgS0 4 )W i TSM^-Z *?fco 5S« 

M*^ 'J *Ji-P^^^-a-(. 0*^-C,2^*f) 
5:^t;>f l/y^a74 KTW-C^BtU-C^c-s- 

ssB'ffc'&teoiR-atti.s jTj.ii, tuAti 

fT3 
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7 0 - 7 1 TC T *> ofto 

: C , 6 1.7 ; H , 5.7 5 ; N , 1 2.5 

c i7 H i9 N a°« fcov.- r©st# : 

C , 6 2.0 ; H , 5.8 ; N , 1 2.8 
N , N - fc* - ( 4 - j= I- n 7 ^ f A- ) ^ f 



4- = ha7x^.^-/u^n-r^ p"( 1.09, 
4. 3 5 S I] * ju ) i xk ( 1 0«^) fp©3 3 « © > f 
-"-T ? X t 5 5 t; tC *J V, - -C — m K 2 IfSrtflJ*^ U 

Aio StBift^-^)* ft*P U, sSc gt ft* * ?p ifi K i -p 
T 4j| . * ? / — A ( 0 )6 4>f, 5 * f TO) 5:t 

^ n t h ? 7 -f IC i o r fS«! L- A . as «J a BO # 

» 0. 1 99. «l!^73-75 , Co 
(74) 

M .M.R. (CDCfla) . « - fi.7 C d . 8H ) ; (. "br e , 4 H ) ; 

2.6 ( e , 8H ) ; 2.3 (. s , 3 H ) „ 
(C) N , W- fc'-x - ( 4-^y^A.,t v T S h* 7 ^ ^ f 




H H 



^7R>ii'V^^*^ t ^( 1.2 9 9,7.4 ? ') * 
) * ^?"i^>'^n7-f^(5 Owe) if ©N,N- 

t* ^ - ( < ■ 7?V7i^f*) if y 
C 1. 0 9 , 3. 7 * V ■=& a- ) £ h 'J i f * 7 { >^ 
(. 1 mi, 7. 4 $ >J ^ju ) t comm^^M U. Sfg 

I 1.2 9 9 , 7. 4 $ ') * ) *Ss?jp U, SlEfg-S- 
(TO 
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?5BaB382-2B7250 (22) 
* «i| : c , 6 2.2 ; H , 5.9 ; n , i 2.6 

C 17 H, 9 N 3 0 4 (fOl>TOftW : 

C , fi 2.0 ; H , 5.8 ; N , 1 2.8 
(B) N,N-^n-7<V7x^»»)) i f*-7i v 
GH 3 " ~ 




5 95 Pd/C l0.159)tttri^/'-A.l5 0««) 
<f © N . N - fcT - (. 4 - ^ f. o 7 1 4 f yi, ) y 5=- 
A- T * 1.2 a , 3. 6 i V * ^ ) © jg «f * tK * 

s:iat50p.i) t -r 4 mmm l 7t „ aufcat-a- 

feSr^M L. MM^ M*&-£ *txm stale. *> 2)* fl* 
( 1.0 9 ) t LT-istix, ^nn-tnjy.jbo 
1* « * 4 5 c i * < ii: «s lie ^ u *t o 

(79 

v * ^ * « -r w r 3 rs , # * t jfei -t 3 isi * «s u . 
y — a- t o#*s»fc5 ^^-tr^fi/v^n 

1S8^t^i)*?#f5Hft„ JRtfl.2 9 9, HA 170 

- 1 7 1 t: „ 

*1 : c.5 3,15; N , 6.5 ; H , 9.7 
c i9 H 2 7 N 3°4 S 2 fc^^rcttlf : 

C . 5 3.6 ; N , 6.4 ; H , 9.8 * 
N.M.R. (TFAD), g- 7.1 lq,8H) ; 3.5 (m, 4fl) ; 

3.3 C m , 4 H ) ; 3.0 <. a . 6 H ) ; 
2.95 ( a , 3fl) 
* <SE 44* <D * T \s ~S ? a ? -i K C. 'H-n.m.r. 

frit ft QT K £ Tfl^U-C ^-t/KOCHgC^) 
* *§■ A> T V - ft „ 

mm 2 4 

(77) 



IJB383G2-2B7250 (23) 



(A) N-C4--ho7^^- ) - 4- -hP7x^- 




4- = hc7x^?-^T^>-<.4»), 4- = 
h n7i*^-yi'7'n^r-f K ( 5.5 4 9 ). KiffKS 
* 9 !7 A C3.3 29J •£ 2S SfE T ~F T -fc t- - h >) A- 
(. 5 0 ntf) t> K 33 V > T 2 0 IWJ 7JP ^ L- 7fc o fg #J * ?A K 
3;5g5-ar, « ft * tif- WL <?■ ^ * TT ^ _h <rf . 
^ I- i) CA*fSST«T3IH. tt*-CJUr 3 em 

»L/t. =fr«ffl*fti* u tNa 2 so 4 j . Fiat, ^ 
m 

4 1 o (A) as ife g<; #i i, 0.7 5 9 ) *s j: r> #t m * y £ 

( 0.3 3 9 ) ^mik-cmmi,* to. fcm> molt 

JKW?^-hV>>-«.**g?R-CJ!^-C2ia. iS * T -C 2 

mmmi^, ftKSi (Na 2 so 4 ) , ^is. *>-jtr>j& 

fSftrfaSrfr*^??:.. ffbnsttttti'V *±©* ? 

U-C*»»!Lft. * £fc%£-^« -rasss ft 

0. 4 7 » « 

K WJ : c , 6 2.7 ; H , 6.o ; N , 1 2.7 
c is H zi N 3°4 Kov,- t ©it* : 

c , 6 3.0 ; H , 6.2 ; N , 1 2.2 
(C) N,K-^ - (4-T,y 7l ^ f ^) If -» 7 



7i' - ?#t>tL. C ix* S^ge = f a* / -~ -S- ^ i» ff^g 
8 6 - 9 1 -C . 

^ ail : c , e 0.9 ; H , 5.6 ; N , 1 3.1 
C , 6 0.9 ; H , 5.4 ; N , 1 3.3 

(B) N , N - - ( 4 - - h n 7 i^f ) i f *7 



H 




T i y ( 0.4 5 9 ) * H 2 /Pd/C * iff -o T * ifctflj 
2 3 (Bj «t |B] c ^5S;-cjit7n L-tamfk-S- & n 

Tfc.lpf*, 0.329 = 

itX.m.r. CCDC£ 3 ) J- 7.0 5 ( d , 2H ) ; 6.7 ( 1 , 2 
H ) ; 3.5 5 (. 7>o-Y'b , A H ) ; 
2.7 0 I. m , 1 OH) ; 1.1 ( t , 
3H)„ 

(D) N,«-^-(4-^y^>*yTil-'7 I $ » 



m 



—379— 



fin 



H„N 




7^10.38) * Jfi^J 1 9 (C) £ aafla O 5? -C ^ 
IK A< 8 0 V „ 

: c . 5 4.1 ; H , fi.8 ; N , 9.2 

C 20 H 29 N 3°4 S 2- ^HjOK^^tOStt : 
C , 5 4.1 ; H , 6.7 ; N , 9.5 



?J^BSG2-2B7250 (24) 

* -r a . 

gj g 1 

3 - (. 2-^nciJih^->')-;>'XTi b" 



OH 




+ CJtCH,CH 2 0-S0 



CONH, 



CH„ 



' MEK" 




OCH 2 CH z C£ 



CONH. 



}f-^x.*f-n->r\-*si' MEK " )((iiO 3 - n K a 
+ i"iy/Ti K121.6J) <D « ^ , 1 - f> a 
a a, p - h ^ly^^u*^ - |. ( 5 5.4 6 9 ) t 

KB** 1; PA (1 6.0 if) iiJflUft. 

#\ £8 #. SI i* * «s »ij u o = # y - j>» p, © fl. 

ffcCt J {) «tH{k l 2 2.2 9 ) 6>;H7t. SHjft 

1 2 5 - 1 2 6 r: „ 
ft ffr fi it : 



*«u : c , 5 3.7 ; H . 5.3 : N . 6.9 
C 9 H 10 C«NO 2 Ko^T Ofi-JJ : 

C, 5 4.1 ; H, 5.05 ; N , 7.0 

« jjfe 2 

2 - <. 2 - a a :n h ) - 5 - / f =; I-" 

i)> b < ^> 7t o 1 1 1-113 t:. 

fi WJ : c , 5 6.4 ; H , 5.6 5 ; N , 6.3 
c 10 h 12 c«no 2 vr.-o\-x<Dm& ■■ 

C , 5 6.2 ; H , 5.7 ; N , 6.6 

m 3 



cicH 2 ai 2 o-<f "Vrocj; + his; o 



-> CtCH 2 GH 2 Q-^ C0^ 0 



4 - t 1~?vv3-\-^-y)'i-S-f'{^?a'7 
■i V { 5. 0 % ) ft S =?- \s ? a 7 j \-<<ptrcm 

(84) 



fi* A 1 0 2 - 4 TC 



5?«U : C , 5 8.1 ; H,6.o; N . 5.2 5 
C, 3 Hj 6 CfiN0 3 Koi-tO|t»: 

C , 5 7.9 ; H , 6.0 ; N , 5.2 

at 4 

'fit t5> (b ^> < ^ Jt „ HA& 8 0 - 8 1 TC 

ft-mm * ■■ 

9i#!l : c , 6 0.8 ; H , 7.0 ; N , 5.3 
C 12 H 18 C£N0 2 K-=>\-X(D^n : 

C , 6 1.0 5 ; H , 7.1 ; M , 5.5 

m m 5_ 

5 - / - 2 - — h 07 ^=.^2' - 7" n^x-°J- A-x. 



— T A, 



03 
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?SI$BSG2- 287250 (25) 



NO, 



N0 2 



UO-( \ + BrCH 2 CH 2 Br ^ C °iBr(CH 2 ) 2 0-/ _ ^> 



CH„ 



CH„ 



7* ? / / ( 1 0 Vine) +d 5 - ^ f * - 2 - = h 
o7 iy-*(5.09) ') !>a (4.69) i: 

*SflT0.5l$|Bl-«K:ffiff L-A. 1,2-i>^n 

* i # v c 3.i » ; * j5cK«s»n m-s-fcsrStfffc-c 
2 0rUH*#U7fc. ^^^jtaf*. 7K 8S 7m L . 

rS-&**^^-^^^o?^ (.« -e jy, r 3 m fth W u- o 
ita-e--^7fc^««»E#:*7icTjy.-csfe«i pe j« * 

^4 8 - 4 9ic ) i LT#Bn. mmm 1 o KK 

N .m.r. (CDGe a ) ,ppa a - 7.8 ( 4 , 1 fl ) ; fi.9 ( m , 2 
H ) ; 4.4 2 ( t . 2 H ) ; 3.7 
(t,2H);2.4 5(.a,3H) 



ffl U-ft 3 - - h a 7 T'a^x.f-A'X.— 
f A-tiiff 2 - — t- a 7 a — 2 ' - 7" a * .1 

- 7" A-ltf. m:M1t-& <fo~C *> i> C J.Med. Chem.. 
( 1 9 70 ). 1 3 (6;. 1 1 4 9 Jo" i (> C . A . , 6 1 ■ 

sola s | i 3 „ 

(A) 1 - I K-y»^-W - ( 4-=hn7t^f^) 
Tj/ 1 ] - 2 -nl-'aty/p/<y 

_,(CH 2 ) 2 NHCH 3 



^ — ^ CH a 



(CH .) ,-N(CH )OH „CH(UH )OU 



NO„ 



x. j* y — As ( 5 OfkO tfioN-^T-A' - 4 - ^= i- 

-f k 10.669 ) (Dffimicm.mT 5 m-mntw- 

0 j - is si ) _hT#pr»ig^ji--cJur^SS 

(87) 



N . m . r . ( CDCt a )ppB, <3- 1.1 ( d , 3 H ) ; 2.3 ( m . 2 H ) ; 

2.3 2 (. s , 3 H ) ; 2.7 2 ( m , 

2 H ) ; 2.9 (. m , 2H ) ; 3.1 5 

( 7*o — y' , 1 H } J 3.7 2 ( m , 
1H) ; 7.1 5 (d , 2fl ) ; 

8.1 8 ( d i 2 H ) o 
(B) l-[M-> f-A- - N - C4- — * f ^ ) 

Ti; 3 - 2-j?nP7 p P^<>' 



t CH 2 ) , - N ( CH , ) CH , CH (CH , .) OH 



NO, 

SOCjEj 

^^^(.CH 2 J 2 -N(CH 3 )CH 2 CH(.CH 3 )Cfi 
N0 2 -"^^ 

& 7>« <b , 7> C * / yjc fB 4" T J* *fl U H 7>" lb . 1 - 

m 

— 381 



i S ) - 2 - f. h'o+^^p^y (1.59) 'NjSjljq 

u 7t „ si ta r i n# m & » m m s- * f- - ± m ± 
-c-z 2 m mi it* m-m^m^m.mi,. 

<t © flfl K ^9- ffi ^ -£ Tfc o ^«^*-A'-CtettSbK2 

[BlttMi^, *wsc»*«a-^i^-tt. i^ifnrtj TkTiu r 

fit (1ft L , *g 7)C SfE (8! -v ^ ^, -y V a J; -C 5* L- . iS 
L. . W 6. IX 7t j>S fe fill * y >> fi 

(. r =* - a- jl. 6 o j - (gift ) _t -c po= risi i 
m ^ w * « * jo- i zr m ^ t- 1 m. m -it ^ & n fe 

itt( 0.7 59J HtKbftft. 

N . m . r . ^CDCfi a ) ,piiro «= 1.48(d,3fl) 12.35(8 
3H) ; 2.75(i, 6B) ; 
4.0 2 ( q , 1 H ) ; 7.4 ( d , 
2H ) I 8,1 8 ( d , 2H)„ 
(C) 1 - (M-yfj--M. (4- = hQ7^^ - A- ) 
7j> ] - 2- ( 4--hP7i/t'/) - 
^JoXt) ! 2 - [H-^f*-H- (4-=N7! 
(89! 



5§E3B3G2-2B7250 (26) 



*f-ns ) T ^/]-l-(4--^7 1 /f-y) 
^\-CH 2 CH 2 N(CH 3 J CH 2 CH(.CH 3 ) Cfi 



NO, 



NO 



NO 



+ HO 



NaOEt 



CH,CH 2 N(CH,)CH„CH(CH 3 )-0- 



CH 2 CH„N(0H.,)CH(CH a )CH„-0 



NO, 



NO, 



j> y — a- (5 Ok*) ^ © h 9 ? a ( 0.0 759) 

2 - ^ o h ^ n x« ^ ( 0.7 59 ) *«sAnU, 

«®fft5T7j<i^5 i ^'>-<>a74 K © |H] T E £ -%t 
7t . ^^u-^^n^-f h' kl. x a b K 2^® ilHft, 
« 8(5 * M *> * . l&fpirS7K-cjy.t:jSfe*K u. *S 



)IH^-ar7fc. ^#£bfL7fc(©fefl6 ( 1.0 9 ) * U * ( 
-•tf**"^6 n j-iSS) in : l o-*t^ 

N0 2 Tfc o 

JC 9 , CAIC^l^^SM-ffc-a-fe^^fef* (0.25 

N.m.r. (CDCfi 3 ),pt«: 3 = 1.3 ( d , 3 H ) | 2.4 ( e , 3 
H ) ; 2.7 5 ( ra , 6 H ) ; 4.5 8 
( d , 1 H ) ; S.9 1 ( d , 2 H ) ; 
7.3 5 ( d , 2 H ) ; 8.1 ( d . 
2 H ) ; 8.2 ( d , 2 H ) „ 

-t l>#:te©.^&^i&^iIj#-0M*«.£!>$;fg(c 

jc d , m — tc «ew ^fiSBa-ffc-ft-te*!* e ( 0.3 9 ) 

£ U-CWfe^T-, ZLtliX n.m.r. }fc #T K Jt -^tT 

WUIStt-cJt? bits. 

N.m.r.( CDC£,) pp.: 9 - 1 .1 ( d , 3 H ) ; 2.4 ( a , 3 
H ) ; 2.8 5 ( m , 4 H ) ; 3.2 
( q . 1 H ) ; 3.9 5 (m , 2H ) ; 
6.9 2 ( d , 2H ) ; 7,3 5 ( d , 

(91) 



2fi ) ; 8.1 2 ( d , 2H ) 
8.2 ( d , 2H )„ 

« m 7 



4 - C 2 - ( > ;? y^**^***'y) if^) ^ 



H 2 N_ \ V-CH,CH,OH 



CH,S0,C£ 



CH 3 S0 2 NH-/ V- CH 2 CH 2 OS0 2 CH 3 



/^^^^^^A-^n?^ K ( 5 0m£) 2: <fi ft -C 
0. 5 Hi1 K. io 7S o T , f i) i? y ( 3 5 0«t«) © 4 
-7i77iif*7Ji'3-*(41,I5}) © 

SB?*. — W.flrffU^o ift # #; 3: & 7k © _h — 

(92) 



■C 4S « -ft ^ * ( 4 5.5 9 ) rf! f# lb *L 7t Q m A 1 3 6 - 
1 3 7 V o 

*ll : c, 40.9 ; H , 5.2 ; N , 4.9 

c io h ib no 5 s 2 k^v^t <omn ■■ 

0 , 4 0.9 ; H , 5.1 5 ; N , 4.8 

m m s 



CH 3 S0 2 NH 



CH 3 S0 2 NH 



CH 2 CH 2 OS0 2 CH 3 



CH 3 NH 2 



x. ? y — ju ( 2 Oaf) tfO 4 - [ 2 - ( > 
yu/h^A-^-^r-V) .1 ] ^^y^A*y7 - 'J 

KO0.39) © ® Ifc --v I IK ffl gC teT-n- = © 
> 9- A- 7- * 3 0 © 3 3 # )5S « ) Tctttlm 

(93) 



*SBaH362-2fi7250 (27) 



kv>ti 7 mm Sn» lk. <fe est « tat * j£ f& 

f ML, 5SS**7fcK:»?*U 1 W fa ri. Tfc Ttc 
( 1 2m«) © 7k f}8 -ft b V •> A ( 1.4 9 ) * gs AD & 
Cif ioT«S(t<kS*ft. ?E IC £ 13 k e ft. 

tsff^wibift-. cfL%-->u * c r ^ — *t ? 

6 o j-»g)±t^?-i/y^D7-( v / / * ; 

g]<£ ( 4.8 9 ) tfsW b fL. ^ 
y h%H&it-£*tXmmit-ft»fa (1.89) ## 

lb iXTc„ MA 1 3 3 - 1 3 5 TC o 

9f frr fit # : 
K» : C, 52.5 ; H , 7 i ; », l 2.2 
c io H i6 N 2°2 S K^V'tottS : 

C , 5 2.6 ; H , 7.1 ; N , 1 2.3 

« m 9 



0-(CH 2 ) 2 -CC.HC£(BE 797.623) 



(0H 3 SO 2 ) 2 O, Et 3 N 




(CH 2 ) 2 -C« 



tf-x/spuyA h*(10 0m«) 4" © 4 - ( 2 - 
? p bi h t-y ) 7 - i] y • ««« (9.59) t 
Tic y # x ^ * x '® (12.0 9) i © i@ ^- 

u » -e- * ^ s a tr — «»t»ffi^. * est * 

1" <t 0 ffl "C ffi 2 7t ° / 1- \/ :s 2 v 7 A VCiiX. 
X. 2 h *C 2 Isltt m^, %«f5P^-*ia*-tt. Sffif^^ 

-x ■> A.h-c^:t» risu. 0 91 i£ as * -a- . 

W <b *L7t. [Htt ( 9.5 9 ) Sr^ttlftjriSf*, t * ; - 
a- ir- fa «S & -ft 2 -e * SMft^** ! fiSt'y 

(5.6 9) i^bnTto iAin-inc, 

N.m. r. (CDC« 3 ) ,pp«: & *~ 2.8 4 ( b . 3 H ) ; 3.8 ( t , 



2 H ) I 4.2 ( t , 2 H ) ; 6.7 5 
( d , 2 H ) ; 7.1 5 ( <J , 2 H ) 
9.0 ( T'a- \.'b , I H), 



4 - C 2 - ( y 1- ^7 =; V ^ h ) J y^ -"■"fr y 



CH 3 S0 2 NH-<f ^>-0-(CH 2 ) 2 -Gfi 



v 



MeNH„ 



CH,S0„NH-f N V0-(CH 2 ) 2 -NHCH 8 ■ H0j> 



( 3 3 # © 1 6 0 me ) © >t> © 4 - ( 2 - n a 3: 
!• ^yx**yj = 'J K(12.7 9) <D M 

fln u rt . ilr St , # fa ^ ^ K ft. ® 'i£ * IS ?8 >S£ ifil £ 

-tt 7t . earn ?c ^ * s - ^ -a* b im m, <\t s ■£ m%& 
■ft-g-ft^ss-feof* ( i o.i 9) i LtWbn?t. a 

Al92-194TCo 

(96) 



#-At fit # 

^ifllj : C , 4 2.9 ; H , 6.0 ; N , 9.9 
C 10 H 16 N 2 O 3 S -HCfi (COl'TOlt'ff : 

C , 4 2.8 ; H , 6.1 ; N , 1 0.0 c 

n ffi l.i 

y "f - /i' 4 - ( 2 - ? o di J'-'y/i - h 



COOCH, 



+ CfiCH 2 CH 2 OS0 2 



-o 



K 2 CO a 



CH,OOC-f "v— OCH 2 CH 2 Cfl 



4 - y^^^y^y- 2 - *v (17 0»«) © 
^ f-* 4 - K K o * •> ^ >• V ^ — h ( 1 5.2 » , 0.1 
M), 2- (-^y-^y^** = ^^+'y)x^A. 
? v 7 A ViZ 8.6 5 9. 0. 1 2 M ) , KHfRS* ') 
!>A ( 1 9.1 5 9 . 0.1 M ) ©fft^feS: jBJft-C 2 4 B# fifl 

(97) 
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5&I3H3G2-2B7250 (28) 



x. ^ y - ^fr bffg 3, it m it ft bth 

ft. Kt (13.3»), iAB 6 - 5 8t. 

N.m.r. (CDCfi 3 ) «- 8.0 2 ( d , 2 H ) ; 6.9 6 (. d , 2 
H ) ; 4.3 ( t , 2 H ) ; 3.9 2 ( o 
3B) ; 3,B8(t, 2fl). 

« a 12 

CONH z 

j] + C£CH 2 CH 2 0SO 2 ^J^ 



K 2 CO s 



H 2 iNOC-/ y-OCH 2 GH 2 C£ 



7 ? S - 2 - * S {2.1 6 f) <D * 4 - e >' b 
f ~J x X T i K" (,1949. 1. 2 5M). 2 - C ^ y s 

1.8 M ), WitfRS* 'J ? A (.17 2.89,1. 2 5M) 



<D rS -ft- to * K «t -C 2 4 B#FW1*f* L-ft . *jrSc. 3S?§ 
( 2.0 t ) %: fln U . S= ffi «t » % if 5 8U U , * ?5te U , 

It-ft-ifei^W b nft - <K ft. 2 3 2.09, gi A 6 6 C , 

mm : c , 5 4.2 ; h , 5.0 ; n , 6.9 

C 10 H,,C£O 3 (CdVT ott* : 

c , 5 4.2 5 ; h , 5.1 ; N , 7.0 
mm 13 



NO,— f VOH + CjeCH 2 CH 2 OS0 2 



K 2 C0 3 /"MEK" 



°2 M— \ 7-OCH 2 CH 2 Ci 



ji ^ ^ x. f- a- y \ x ("MEK"-1000^)tf3(D 
4-=h»7 I y-A.(139|,H*) , 2- 

(.2 2 0.59 , 1 Ber.( 1 920), 5J, 1 8 3 6 * 

(99 



* i ) , ( 1 388 , 1 *^1-) 

©?a "&«i5:a:CIS-C 1 6 B# fHJ AS # U ft „ 
1*4*01(1^?, %««-*#-&t Lfto 

•^^^h>'-cjijL-c^ib(C4rg<Dtti(iiKav.^T. « 
«-*5-^ft=S«l«li«-*i£i* (M g so 4 )u; fFiisai 

^ * -r^fflft-^* ( i 6 5.89 )t)M# ib n-ft „ 
6 o t o 

*W : c . 4 7.6 5 ; H , 4.0 ; N , 7.0 
C 8 H a Cj(!N0 3 Ko^-roitJf : 

C , 4 7.7 I H , 4.0 ; N , 7.0 



<t 1 a &m± m m. m = fev? 

( * 5 £ ) 



000) 
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Jiifl<BG2-2B7250 (29> 



A 61 K 31/18 
31/395 
31/535 

C 07 C 87/50 6785— 4 H 

93/14 7162-4H 

103/28 8519-4H 

103/29 851 9- 4 H 
103/76 C-7419-4H 

143/75 7188- 4 H 

149/42 7188-4H 

C 07 D 295/18 

^3tete3g ©1986^12/f 170 @K ** 'J * ( G B )<g>8630059 

b x^yX.^/i^ 33 
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